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ABSTRACT 

PURPOSE: To provide a liposome having excellent stability, 
reticuloendothelial avoidance, organotropic property, drugretainina 
function, etc. ^ 

CONSTITUTION: The objective liposome can be prepared by compounding <i) a 
polar lipid, (ii) a compound giving positive or negative charge, (iii) 
cholesterol, (iv) a compound containing a polyethylene glycol unit having a 
polymerization degree of 3-6 and at least two 5-20C alkyl groups {or its 
lipid derivative), (v) a drug component and (vi) a solvent at specific 
ratios . 
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polar lipid 1 mol, (2) cationic cpd(s) (Ilia) or anionic cpd(s) (Illb) 
0.05-0.5 mol, (3) cholesterol (IV) 0.3-1.5 mol, (4) cpd{s) (V) having 3-6 
ethylene glycol units and two or more of 5-20C alkyl gps . 0.02-0.5 mol, (5) 
aq. soln. of organic cpd(s) (VI) 50-100 L. Three procedures to prepare 
drug (s) -containing liposome (VII) from materials (II)-(V) and aqueous 
drug(s) solution (Via) also claimed. 

Pref. materials inc. (1) (II): phospholipid such as 
dimyristoykphosphatidyl choline, dipalmitoylphosphatidylcholine, 
distearoylphosphateidylcholine, yolk lecithin, soya lecithin, etc., (2) 
(III): aliphatic amine(s), e.g. stearylamine, dicetyl phosphate, (3) (IV): 
e.g (IVa), (IVb) used as organ-targeting agent. 

USE/ADVANTAGE - (VII) is used for drug delivery system (DDS), (VII) is 
prepared from ingredient drug(s) and materials mentioned above. (VII) 
having good balance of stability, organ-targetting property and rate of 
releasing drug(s) etc is prepared by present procedures efficiently. 
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AB Liposomes are prepd. from polar lipid 1, charged substance 0.05-0.5, 
cholesterol 0.3-1.5, polyethylene (polymn. degree 3-6), and at least 
2 compds. having C5-20 alkyl groups 0.02-0.5 mol in 1 L a 
water-misc. solvent. E.g., glycosidation of 

monochlorotriethyleneglycol with galactose peracetate [I; R - Ac; Rl 
= AcO] gave the glycoside I [R = Ac; Rl = (OCH2CH2 ) 3-C1] , which was 
treated with NaN3, the resulting I [R = Ac; Rl = (OCH2CH2) 3-N3] was 
treated with 4-MeC6H4S03H in MeOH-EtOAc contg. Lindlar catalyst and 
then with 2-palmitylstearic acid to give I [R = Ac; Rl - 
(OCH2CH2)3-NH-CO-CH{C16H33)2] , which was deacetylated to give 
glycoside I [R = H, Rl = (OCH2CH2) 3-NH-CO-CH (C16H33) 2] (II). E.g., 
a liposome film was prepd. from a soln. of L- -alpha. - 
dipalmitoylphosphatidylcholine 80, cholesterol 80, dicetyl phosphate 
8, and II 16 .mu.mol in a 1 : 1 mixt. of CHC13 and MeOH . 

ST liposome glycoside prepn 

IT Glycosides 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, for liposome compns. for drug delivery) 

IT Liposome 

(prepn. of, glycosides-contg. ) 

IT 89547-15-9 

RL: RCT (Reactant) 

(N-acylation by, of aminoalkyl glycosides) 

IT 4163-60-4 

RL: RCT (Reactant) 

(glycosidation by, of monochlorotriethyleneglycol) 
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(prepn. of, as intermediate for drugs delivered in liposomes 
prepns . ) 
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